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A compound of Fonnula 0), 



10 



R 5 — WU 




N 



\ 

Fonnula (I) 

R3 is select fromagroap of Fonaula (Oa) .o FomalajTO. 

.7 



N-B-R 8 



a^T u 

-A R 

Formula (Ha) 

N-J-K-R* 

Formula (lie) 



„22 



N-R 



.21 



k 6a 



15 



Formula (He) 
R 5 is a group of Formula (IH): 



J-B-R* 

RH ^r A 

Formula (Hb) 
• N-J-K-R 8 

Formula (Ed) 

R 6a -V A 

Formula (Of) 
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Formula (HO 

WR^takentogptherandthecarbonatomtowluchtheyareaua 

to which they are attached form a carbonyl group; 

•tT R formsacarbocycUcringof 
or when A is not a direct bond the group heter oatoms; 
3-7 carbon atoms or a heterocyclic ring contauung one or more 



10 



15 



20 



25 



or the group 



one or more heteroatoms; alkv l optionally-substituted 

ar,.C,^>.opdona>.y-s— 

ophonally sobstinned heterocyelylC.^alkyl, R OC^alkyl 

(l) hydrogen, Csalleyl,^ » N^kylasnino, 
N.N-di-C^lkylam.no.C^lkyl-SW . ° • 
where^ and R c are independently selected from hydrogen and CMSlltyl 

N^-di-C 1 .4alkylammo,HO-C 2 ^alkyiiNn 

„f Pnrmula (IV) and X is CH and p is 0; 

z rs: aXSS-5— — — - 

R «R 13 andR 14 ; 
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i . " iU'fOVarvl each of which is optionally 
(iv) -((»-aryl,-(Q)-heterocyclyl,-aryHQ)aryl ) ea 

substitutedbyR^.R^andR 14 

r 10 taken together with the carbon atom to which tney 

c^swwV °p'i°-v ^ 1 - SOi, l (R >\ . 

.^...inNfRVoptionaUy substituted C,-6>llcyl-N(R)SU2. 
C.^uoro^l-SOWKcp » ^Brtfc option* 

^tu^C.^oy.-N^SOyop ' ^ (CW ., 

CMate uyl,cy i mo, m tro,C, 5 perfl»oroaltyl , aP , ( o)0(CH 2 V, 
substituted aryl, optionally substituted arylCi-6alkyl, 

K-LeLedftontthydtogen, optionally substituted Ci^alkyl, R OC(0) . 

c^uoeoaa.y.oenpdonasly-aubsant.e, 
r 16 is selected from: hydrogen, Ci^alKyi, ^i 



aryl; 
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R" is independently selected from: hydrogen, hydroxy, cyano or optionally 

substituted Ci^alkyl; 
R« is a group of formula R 18a -C(R Wi- wherein R 18a is selected from: 

R C> rWok^,R'cxok^o)N(R\R«o)., 

rV^C(0)N(R»)-, R'SO^V R^SO.NCR 10 )-, R 9 C(0)0-, R'OC(OK 
rV°NC(0)0-, R'O-, R 9 S( 0n )-, VWKS(PJ -, hydrogen .optionally substituted 
C-ealkyl optionally substituted heterocyclyl; 

or R" and R 18 when taken together form an optionaUy substituted carbocydic 
ring of 3-7 atoms or optionally substituted heterocyclyl; 
R» is selected from: hydrogen, optionally substituted Chalky, optionally substituted 
aryl optionally substituted arylC^alkyl, optionaUy substituted Ca-Tcycloalkyl, 
optionally substituted heterocyclyl or optionally substituted heterocyclylQ.alkyl; 
R* and R 22 are independently selected from hydrogen, optionally substituted 
C^alkyl, optionally substituted C 3 -7cycloalkyl, optionally substituted 
heterocyclyl, optionally substituted heterocyclylC^alkyl, optionally substituted 
C 3 6 alkenyl, optionally substituted C 3 ,alkynyl, -(C^kylU-S^C^IkylW^ 
R'R^alkyl. R'OC^alkyl or R^C(0)C«alkyl, with the proviso that R 
and R 10 independently or taken together are not optionaUy substituted aryl or 
optionally substituted arylCi. 6 alkyl; or 
R 21 and R 22 taken together form an optionally substituted non-aromatic heterocyclic 

ring; 
A is selected from: 

(i) a direct bond; 

(ii) optionaUy-substituted Cl . 5 alkylene wherein the optional substituents are 
independently selected from: optionally-substituted C^alkyl 
optionaUy-substituted aryl or optionally substituted arylC ^alkyl; 

(iii) a carbocyclic ring of 3-7 atoms; 

(iv) a carbonyl group or -C(0)-C(R d R d K wherein R d is independently selected 
from hydrogen and d. 2 alkyl; 



15 



20 



25 
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N-B-f" 
/^t "rv forms 

or when R 3 is a group of Formula (Ha) or (Ub), the group 

aheterocyclic ring containing 3-7 carbon atoms andone or more heteroatoms, 
or when R 3 is a group of Formula (Ha), (Tib), (He) or (Ed), the group 

X A "^ forms a heterocyclic ring containing 3-7 carbon atoms and one 

5 or more heteroatoms; 

Bis selected from: 

(i) a direct bond; 

(ii) a group of Formula (TV) 

X— (CH 2 )^V 

(a) 

Formula (IV) 

wherein: 

X is selected from N or CH, 

„ heKi „ a, position (a) Formula (IV) is attached to the nitrogen atom and ft. 
(CH 2 )P group is attached to R ; and 
m a m independently soleced from: optionally sobstttntett C.-saUcylene 
„ptton*su^tta K C,^ 1 oa ft yl,optto»l 1 ysub S tttt,.edC M al te nylc„e, 

optionally substituted C M alkynyl, Cwalkoxy, 

(C,^ylVS««<C,^W. CC^WV^c.^ylW. 

-(C, *fc«W»r - (CsalltylWN^)- (Pm-W* 
Irein R* and the (Mb « IP"** - cM " CM1 *" ^ " *™ ' 

orequaltoCsalkyl; 
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or the group -B-R 8 represents a group of Formula (V) 



O 



R 11 



Formula (V); 

R T 

togelter forms an optionally subsntuled heterocyclic ring 
or the group lo&c 

containing 4-7 carbons atoms; 

fo „n S a he.erocyc.ic nng confining 3-7 carbon aloms 

or the group 

and one or more heteroatoms; 
E is -O-, -SCOa). -CCO)-, -NR 1S - or -CCR^R % 

F is -E(CH 2 V, sen ^ C(0), C(R 9 R 10 )t, optionally 

0 G is selected from: hydrogen, halo, N, O, S(OnX C( > bond 

substituted C 2 ,allcenylene, optionally subsUtuted C^alkynyl 

W Rl8 ' rrru ^ T fCH,V wherein when s is greater than 0, the 

J is a group of the formula: -(CH 2 )s-L-(CH 2 > whe 

alkylene group is optionally substituted, 
B 7 

X N " J+ togetherformsanoptionallysubstitutedheterocyclicring 

15 or the group 6 

containing 4-7 carbons atoms; 

.^I-OC(O W V(CHaW,-(^S(^(CH^.0r 

.(CHAr-NlR^OMCHA.-. wherern Iho -(CH l)a V 
indcpendenUyopnonaHyanns^bylryaroxyorCancy., 
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Lisselected^mop*^ 
M is selected from -<CH 2 )o-2-0- or -C(0)NH-; 
n is an integer from 0 to 2; 
p is an integer from 0 to 4; 
5 q is an integer from 0 to 4; 

r is an integer from 0 to 4; 
s is an integer from 0 to 4; 

S l and s2 are independently selected from an integer from 0 to 4, and 
sl+s2 is less than or equal to 4; 
10 t is an integer from 0 to 4; 

aa and bb are independently 0 or 1; and 
cc is an integer between 0 to 2; 
with the proviso that 

u i~ +u»yi i* 17 and R are both absent; 
(i) when G is hydrogen or halo, then R and K are 

bondtoR l8 thenGissubstitutedbyasinglegroupselectedfromR ; 

* * m ,,l a ATM B is a group of Formula (TV), R is selected 
(iii) when R 3 is a group of Formula (Tib), B is group - 2 

/.x r n *We R 11 is a group of the formula N(R 1W R ) and R , K 
from group (1) or (u) above, K is a grouy 

" 0v) tfo^beunsab^pyndyloru^ubsflm^pymnidinyl;^ 

ac«y.,R s -Mi S hydroxylorace., 1 oxy, R 2 i S u„s„b S «i« tt dphenyl,«h e nR oa.no, 

be hydrogen or acetyl; 
25 or a salt, pro-drug or solvate thereof. 

2 . A compound according to Claim 1 wherein R 1 is hydrogen. 

3 . A compound according to Claim 1 or Claim 2 wherein R 3 is selected from a group of 
30 Formula (Ha) or Formula (Tib). 

4 . A^poundaccording.oa^Swh^BUopbo.anysuo^C^y.ane. 
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6. 

5 

7. 



10 

8. 

15 



A 

Formula (He) or Formula (Rd). 



R 7 



. it ^ together forms an 

A compound according to Claim 5 wherem the group tog 

optionally substituted heterocyclic ring containing 4-7 carbons atoms 

A compound according to Claim 6 wherein K is selected from: -(CH 2 ) S -, 
-(CH 2 ) s -0-(CH 2 ) s -, -(CH 2 ),C(OHCH 2 V. -(CH^-NCR* MCHoV, 
-(CH 2 )s-C(0)N(R 18 )-(CH 2 V, -(CH 2 VN(R 18 )C(0)-(CH 2 V, 
-(CH 2 ) s -S(0) 2 N(R 18 HCH 2 V, or -(CH 2 ) s -NHS(0) 2 -(CH 2 ) s -. 

nf r1aims 3 4 5, 6 or 7 wherein R 8 is selected from: 

A compound according to any one of Claims 3, 4, :>, 

(i) hydrogen, C^aKyl, C^enyl, haloC^alkyl, hydroxy, cyano ,ft*i8W . 
J*. C^oxyC.alkyl, -C(0)-R b , C(0)0-R», -NH-C(0)-R>, 
xTxr_Hi_r, .alkvlamino, 

(W) C^ocyc.yl.optionaUysub^byupU.Sgroups^.ec.edfemR ,R 
andR"; 
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, l^eding claims wherein R 5 is a group of 
9 . A compound according to any one of selected from any one °^ ^° 

Formula (HI) wherein the group of Formula (1H) selec 

m-i, 



L « - ,M - 

^ OH* ^ 



o o 

lll-h 



O 



111-1 H, -9 

Ill-l 



lll-k 

wherein: 



ierein: • . ai tn s membered heterocyclic ring 

h .t ^presents - option* 3- - ^T*^ fromO, NandS; 

,„bstiWtedC„attyl'.orR »dR g ^ ring 

aryl, -R -At, where P mem bered heterocychc nng 

optionally contaimng from 1 to ^ iur 

15 fr ° m °' N ^ * . ootionally subst ituted Csalkyl and optionally 

R 2S is selected from hydrogen; optionally sud 

orwh eremegroupofFonm^ represent8 ^ optionally substituted 3- to 8- 
ffl-i, then the group NR (■* > re P ^ 
nrfc rtng 7 *" 
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or where the p^cfB^m^^^^^f ^ 
with the carbon to which they are attached represents an optionally substatuted 
3. to 8- membered heterocyclic ring optionally containing from 1 to 4 
heteroatoms independently selected from O, N and S; 



10. 



Abound acceding to any one „, *e preeemog daims wh^in R is selected fmm 
an optionally sanationed monocyclic aromatic ring strocmre wherein A. optional 
substitirenrs are selected from cyano. NR*. optionaliy sobstitoted Calicyl, optionally 
substituted C, ,al*oxy or halo wherein R« and R' am independently ae.ec.ed from 
10 hydrogen, C.-ealkyl or aryl. 



20 



11 A compound selected from: 

2 _p. (2 >dimemyl-3-ox^ 

dimemylphenyl)-lH-pyrazol^yl]-aV42-(l,3-benzodioxol-5- 

15 yl)ethyl]-(2S)-propylamine; 

2-r3-(22-dimethyl-3-oxo-3-{azabic y clo[2.2.1]heptan-7-yl}propoxy>5-(3,5- 

din.emylphenyl)^ 
2-[3-(22-dimethyl-3-oxo-3-{azabicyclo[2.2.1]heptan-7-yl}propoxy)-5-(3,5- 

dixnethylphenyl^^ 
2-[3<2,2-dimemyl-3-oxo-3-{azabicyclo[2.2.1]heptan-7-yl}propoxy)-5-P,5- 

dimethylphenyl)-lH-pyrazol-4-yl]-iV- 
[4-(4-methoxyphenyl)butyl]<2S)-propylaniine; 
2-[3-(2>dimemyW^xo-3-{azabicyclo[2.2.1]heptan-7-yl}propoxy)-5-(3,5- 

dimethylphenyl)-lH-pyrazol-4-yl]-N- 
[2<43-trinuoromemylphenyl)emyl]-(2S)-propylamine- I 
243<2>dim e thyl-3-oxo-3-{azabicyclo[2.2.1]heptan-7-yl}propoxy)-5-(3 ) 5- 

dixnethylpheny^ 
243<2 ) 2-mmemyl-3-oxo-3-{azabicyclo[2.2.1]heptan-7-yl}p^^ 

dimethylphenyl)-lH-pyrazol-4-yl]-iV- 
[ 2 -(3-methoxyphenyl)ethyl]-(2S)-propylamine; 
2. [ 3<2>dimethyl-3-oxo-3-{azabicyclo[2.2.1]heptan-7-yl}propoxy)-5-(3,5- 

dimethylphenyl)-lH-pyrazol-4-yl]-W- 
[2K4-methoxyphenyl)emyl]-(2S)-propylamine; 



25 
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2 _ [H 2^thyl-3^o^^^ 

dimethylphenyl)-lH-pyrazol-4-yl]-iV- 

[2 _ (4 -me*ylsmphonyl^^ " , 

2 _ p . (22 -dime m yl-3-ox^ 
5 di^ethylphenyiyiWazol^yll-N-tMU-benzodioxol-S- 

yl)ethyl]-(2S)-propylamine; 
or a salt, pro-drug or solvate thereof. 

10 1 to 1 1 for use as a medicament. 
„ Aohaxrnaceuucalfo^^^ 

13. A pharmaceutical! phaimaC eutically acceptable 

thereof, according to any one of Claims 1 to 1 1 ana a p 

diluent or carrier. 

15 a or salt oro-drug or solvate thereof, according to any one of Claims 

14 Use of a compound, or salt, pro-arug or , e i eas ine 

hormone activity. 

It oil in Jmanufacmreofamemcamentforadministrationtoapa ti ent for 

25 • comprisingaprocess ^^^^tlacompoundof formula H-R^ to 
(a) ReactionofacompoundofformulaXXXnwithacompo 

form a compound of Formula (I), 




H-R* 




XXXII 



Formula 0) 
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10 



A and 

; L 1 is a displaceable 



wherein X 1 is selected from: 
group; and 



R 7 R 7 r22 

J,_ B -R 8 , i-j-K-R 8 and r R * 
H H H 



H-R 5 ' is selected from: „ioWi* 5 » 
^ofacompoundrffo^aXXXinwimacmpouadoffo^ulaH-R 



(b) Reaction 

to form a compound of Formula (I), 

L 2 — R ! 



15 



20 




R- 



R s — M- 



xxxm 



Formula (I) 



R 6a R 6a R 7a , B *> R 7a 

o6?B -NH 



A and ^ 

;L 2 isa 



(c) 



(d) 



wherein X 2 is selected from. 

K 7a is selected from the definition of R orR above, ana 
displaceable group and R is seiecreu 

L 2 -R 5 " is selected from: 

,2__ B -R 8 L 2 — J-K-R 8 a° d l2__r21 

L compound^ »— » ** R ' iS " ^ ° f ?' Ta 

md) aadR' is hydrogen with a group of formula L R .»« 
^ada^eforR^^e — ofhydr.genandL'.sad.ap.acoabH 

r F„™ula (lie) or CM) tmd R» is hydrogen with a group of formula 
and L 4 is a displaceable group; 
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(e) 
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15 



(f) 
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R » is odrer *. hydrogen. — ° ! ■ * 
m of Formula (Ha) or (TO andR* is hydn,gen with a group of formula 
Erf-, who* R m is as defined above for «• with the exelusion of hydrogen 
and L s is a displaceable group; 

Po.oo^pouudsofF^aOwhereinR'isagrouuofFomruUCnOorMaud 

^ j ^ - 

theeroup ^ together forms an optionally substituted 

J^on^ 

compound of Formula XXXIVa or XXXIVb, with a compound of Formula 
L 6 -K-R 8 , wherein L 3 is a displaceable group 




N— H 




XXXIVa XXXIVb 



(g) For compounds of Formula (I) wherein R 3 is a group of Formula 01c) or 

Formula L 7 -K»-R 8 , wherein L 7 is a displaceable group, and wherein the groups 
K' and K" comprise groups which when reacted together form K, 




XXXVa XXXVb 

00 re-rion of a compound of Formula XXXVI with a compound of d* formula L°-R' , 
wherein L 8 is a displaceable group 

XXXVI 
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and thereafter if necessary: 

i) converting a compound of the Formula (I) into another compound of the Formula (I); 

ii) removing any protecting groups; 

iii) forming a salt, pro-drug or solvate. 



